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Abstract ofJP 4327587 (A) 
PURPOSEiTo obtain a novel compound having 
high chemotherapeutic coefficient and high safety 
and useful as an antiviral agent by reacting a 
cyclopentene derivative with a 3-deazaadenine 
derivative in an Inert solvent and eliminating 
protecting group from the reaction product. 
CONSTITUTION: A compound of formula I (Y is 
lower alky I; R1 ' to R3' are OH-protecting group; X is 
electron-attracting eliminable group) is made to 
react with a compound of formula tl (R4 is H or 
amino-protecting group) in an inert solvent (e.g. 
THF) in the presence of 2-5 equivalent of a base 
(e.g. sodium hydride) and 1-2 equivalent of a crown 
ether (based on the compound of formula I) e.g. at 
room temperature to obtain the objective compound 
of formula III (R1 to R3 are same as Rl* to R3'), e.g. 
6'-C-methyl-3-deazaneplanocin A derivative. 
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7;l'=^JV-3-x7-»f*y7y>'>A (I) ICCJV^T, 

^®*iafpffl$«i!ftfcigm**r. 

[0 0 4 0] (1) tn:':7-f;i'Xf^ffl 

Jx'>^;i'XfPffltt7>?'V'f i?D;W7;P-x--/x> 
-30 h-7>H-'ir^E-t:7t:-C ^2 4^, M3^, ^3 5 3 
~3 6 1H ( Antioicrobial Agents aadCheiiotliera 
py, Vol. 24, No. 3, P. 353~361(1983)) ®IS^fe&- 
fiS^SbT£ilT®liOfTcfc, BP^Ve r ott (F 

T«-4nI|g) 3 X 1 0« m/m 1 Sr^ffiS-e-fc-f-i^ 

;i/®g/h£^s^ifi (1 0 %^B&jejfiiM^^r) 2 o o 
®S/jN!fj.s«% (3%^fl&iejiits^^) K9 0 1 ^ip 

(Tissue cullure infec-lioos dosis 50% ; TC 
I Deo) StfcSLT*^. ft5t$nfeTC IDbo©1 0 

o^jii>as®':7-f;px}gi ow 1 ^mzmmbtz^m 

:/U-MCSatT> $€>IC3 6^K. STt:, 5%C 

o,TTe«L. ffifsnT-cmiiaiEtt^* (cpe) * 

[0 0 4 1] (2) aiKStt®®;^ 

5X1 0«M/ml®Ve r oaBS£SiS^■e■fc'f- 
^'J^oa/h^:^S«a (1 0 «4^fl&jeiii«^«) JKi 0 0 

40 ti 1 i:KK{l:ff!fet<&, ^g^^g 1 0 0 /I 1 tCllD^T9 
8spj£:/U'-h'fT7 2W5S«L. v>-:f;i'-:t:/- 
'f A/n-:?*;|/-;iy'y H. |g6 5#. m5 5~6 3M 
( ].Iiii]iiQD0l. Methods, 65, 55^3(1983)) (CB^d 

;rc. mmmmt, mmmm^ 5 0 %«i^-r^s5 ( i d 
so) tvrmhft. cne®iB**iBi^tc^-r. 

[0042] 

1 * 
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(10) !^M¥4-3 2 7 58 7 

17 18 

« » ft; ^ as (M I C) as (MTC) (MTC/MIC) 

(wg/ml) (wg/ml) 
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1. 1 



[004 3] 

vJ'yyK (I) tt«nfcta^7'f;i';^ft:fflS^U L*^ 

^Y'?XIC2 0 Omg/kg«P!S:^UTfc5EC:W;/5: 

s. 

[004 4] 

yy-y:itiyA\Z\t. ^)Vi^ A r t . 9 3 8 5 ->U*y 
[0 0 4 5] # ^ 0IJ 1 

XO-^^: z^'iVyaif)V7i>3 2ml (2 3 0mm 
ol) ^i^TKxh^t Ho79> (THF) 40 0ml 
tIClPA. QX^lZXmWLrc. C©t)CDIwRfi(CTl. 
6M :/?^;VUf"f A-'v^-y-ySJSl 2 5ml (20 
Ommol) ^mfLtz. 5»^h^)':f9-)l'=^>/U \' 
7'fH5 2.8ml (2 0 Ommo 1) ^NilCTffiT 
bfc. Ism SlSJS^:-? 6'CtST?&^L. C 
ncy-feKT^W-rtKI 1.2m1 (2 0 Ommol) 
i£il*THF 5 Om lKTf&S?bfc}§?gE«:fgTU/t. 3 
om SJE£;(filc^fa^{t:7>t::i':^A*l 0 0ml $ 
11DA> •A^^-r:S.^^mt:'\^D-y2 5 0ml fl^lCtttsfc'. 
'\+1}->'^**5 0 0ml iCTffij^U (2 0) . tm 

ETiSltgU^c:. #6.nitSigS:M*ffi^l:;<9^U-> 5 0 
ml«D»jKtU N.N-i?>i?^;W7n"J> 10 0ml 
(7 9 Ommol) SrJpA, O-CtCT^tf 
U llCi'na;>(5'jVX-x;i/ 2 2. 8m 1 (3 0 0m 
mol) SriBTLfc, S/SJSS^iiJC i: U 

um :in*2 1 ©'s^^ii-vca^. ?&^bfco. 5 

N-HCl (5 0 Om 1 X 2) , tK (5 0 Om 1 X 
1) . fflSlK^*^:?- h 'J '^7A* (5 0 0ml X2) \Z 



mmx^jv 2 5:1 cT^m) ict^su. nfinx 

n s; i^'ttijH t LTSSft'&feS#&. iRS 2 7 . 8 

g (IR$3 8%) 
[0 0 4 6] 51 Jg «ai 1 

(2S,3S,4S) -2,3- (-f y/^tr'JT>J^:i• 
+v') -4- [1- (,:^h^i'^^)V:t^'» X^M 

- 4 - k H n^^^v— 5 - v'i' n'^^x : 

ii? i-epssnfc [1- (pi h=ir->/?^;P:t=^i') x^^ 

;H hU:/5';l'?=-> 2 1.7g (eOmmol) Sit* 
THF 2 4 Om 1 >t>l)PA> CKD^JBES- 7 8*010^81 

intbm 1.6M n->'?;i/ijf^':7A©A,^p-»}->s 

S^37.4ml (6 Ommo 1) ?£jKTbfc. 20^ 
^, ;i©Kje:«C, 7-h7^\^n>-v^-X. ®3 i 
^1 5 0 9~1 5 1 2H (Tetrahedron Lett., Vol 
31,1509-1512(1990)) (CtiEoTilSUfc (2S,3S) 
-2,3- (-r y y n t: U x> vrt^^^v) - 5 - vJ^ n 
'<>x>-4-:i-> 7.37g (48mmol) S60 
5f> ml ®M*THFIC^;(!i»Lfc®fS5:, -7 sr-rfSTt 

&. 2.5 ^roraffiicTSjsjsitm r^sjkic^ □ n 

^Jl-A 2 1 SlaA, *4 0 Om 1 t^jMLft. i^UU 
hv> 1 p sitiffi (Whatiao ttS ; ^ 

n&ss ^ 7 7 5/ a -> 'J * f)Vfi 7h (-> 'J * 

4 0 0 g. ^^^y : 7-feh>=2 5 : 1) fcT«® 
10.6g (90%) ©aw&J'n5^:/tt4SiStb 

MASS: FAB (Pos.) m/e ; 245 (MH*) 
40 [0 047] * JS « 2 

(2 8,3 8,4 8) -2.3- HVfUiff)T>V>t 
+v) -4- [1- (p< h=^^v>(5^Jl':e-+v) X9^;W 

- 4 -7-b h+i'- 5 — >i'n'<>'x>©-&^ : ±iesi 
ig«SJl-e#fe (2 8,3S,4S) -2.3- (-TV/D 
tf'Jx>>':t=^-» -4- [1- (pi h^^xpt^^JW:*-* 

-» x?^;H -4-t Hn^>'-5->'i'U'^>'x> 
5. 9 3 g (2 4. 3mmo 1) ;&iaftpl5=-V> 1 0 0 
m 1 If lCiPA> cn(Ci5*»K9. 1 7 

ml (9 7.2mmol). 4 - vpl^JV75 / tf 'J 
50 > (DMAP) 2. 9 7 g (2 4. 3mmo 1) &i;K'J 
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X9^;U7^>1 3. 5 Sml (9 7. 2mino 1 ) ^JDA 
fco filler 1 oaraffi^tm e:coR^SS*i7D 

□ 3^;i/A 4 0 Om 1 (D+'vJn^, *8 0mltrT«c# 
U)to ^«S1^7y hv> I psj®ffilCTitiiL'. M 

(v'UAyjl/ 9 0g, ^^1^> : m«tX^)l= 
6 : 1) IITSSL. ®M{t;^^<7>6&coaft:OjiV^C 

gi: UT^fco R f m<o^^^:^(D±wmi^ ( R f 

0.38: ^)V{7^WyOijy)VThC:fl^-h At 10 
t . 5 7 1 5^^1f> : B^^X5";i/=3 : 1) 3, 7 g 
(5 3%) R f M®fiViifl:Mi4ft (Rf,0.32 ; 
^^If^rRKx^^^S : 1) 2. Og (2 9%) 

MASS: CI (Pos.) m/e ; 2 8 7 (MH*) 

[0048] mmt^ 3 

(1S.2S,3R) - 1 -7ilh4^>'-2, 3- (^7 
yPtfUx>v:t+v) -4- [1- + 

2T?ft&n;fe^fc^4&T*§ (2S.3S,4S) -2.3 
- (-f V:/nfcrUT>>^:t+v) -4- [1- (pth + 
v;<?'JV:t+v) X5^;]/] -4-7irh+x-5-v^ 
n'Ox^ (RfMcofiVi^^ (Rf = 0.32) ©^b-S 
«r) 1.5 5g (5 4.2mmol) S:*|*THF5 0m 
1 *tCjnA. $e)ICPdC I2 (CHaCN) 2 7 1mg 
(0. 2 7mmo 1) RlXl , 4 > 2 3 5 
mg (2. 1 7mmo I) ^m^X7 )U::i>fJxnm% 

Og. ^+1t>:SKX5^Jl'=5 : 1) ^wT«ML, 4 
84mg (3 1%) OS/D-/:fjR«i®i:LTgSfl:^«l 
S:#:fco ^rc6 9 2mg (4 5%) CDffi^SMlSfSlDlJR 

MASSrFAB (Pos.) m/e ; 2 8 7 (MH*) 
[0049] «JI W 4 

(is,2s,3R) -2,3- (-ry:/atrgx>v:t 

+ v) -4- [1- (^ h+v;?t5";i/:t+v) X^;W 

- 1 - k hd:^^'>- 4 -->i7D^>x>0^is : ±ia^ 

lS«^3"l?»6nrc (1S,2S,3R) '-l-7-trh^=^>' 40 
-2,3- (-f v:/ntrux>i;:t+v) -4- [1- 

y 440mg (1.5 4mmo 1 ) $: 1 Om I 

9J-%\zm^\.. il*^K*U^A 4 2 5ing (3. 
0 8mmo 1) ^JD^. ^StCT5. 5I^PBHt^tfco 
RlSIK^iSETSIiSb. ^:7DP*;i/A 10 0ml 

PsiiSETJiigijSS. MJETSfigLfco ^e>n7^c^«l^ 
7^^7>'jie>'J:^y;i^:^^A (v'J^yjP 2 0g,^^ 
: »ffiX9^;V= 3 : 1) tCTttSL, 3 4 6mg SO 



i|$|g5p4-3 2 7 5 8 7 

(9 2%) (nyuv^mnhx.xmma^^'kmc. 

MASSrFAB (Pos.) m/e ; 24 5 (MH*) 
[0 0 50] 1^ is 09 5 

(1 s, 2 s, 3 R) - 1 - [ (p- h;i/x>x;P5i^x 

M -2.3- (-f V7'Dt!Ux>v^+S/) 

-4- [1- (^^*>';>^?;^5^+>') x?;i/] -4- 

vi7D^>x>0^^ : ±E^ffiM4T#rc (IS, 2 
S.3R) -2,3- (-l-Vy^Dlf Ux>v:t+S» -4 

- [1 - (^ v^y:^'^m^y) x^M - 1 - t h 

D+>'-4-^>i^D'^>x> 3 1 3mg (1.2 9mm 

ol) *SS*iSfl:;^5'U>8ml4'(cJti$^i^, p-h 
;|/X>x;i/4^x;i/^P^-f K 4 8 9mg (2.5 7mm 
o 1) SI^hUX5';l.7^> 7 1 5m I (5.14mm 
o 1) SftlA. 3iE3tLT2a|yiSfilCTa*PL&. R 

Affile* 2 0 m 1 ^ini^. :;*li-ei57nD*:;VA5 0ml 

*iiD;iT^^f«u ^mm^vvY-^y i psiaaEicT 

yyy3.tiyh (v'JA'5r';P 4 0g. '\+i?-> : 
X5^;i.= 5 : 1) (CTMSL. >'0^y:/«iaS<i:UT3 
8 2TCi%(DWmc^m^%tz. 
[0 0 5 1] 

MASS : FAB (Pos.) m/e : 3 9 9 (MHO 
H^-NMR (CDC I3) (5 ; 7. 8 6 (d) . 7. 3 3 

(d) .5.61 (s) . 5. 2 0 (m) . 4. 8 5 (d) , 
4.7 2 (t) . 4. 5 9 (q) , 4. 4 6 (q) , 3. 3 4 

(s) .2.45 (s) . 1.4 0-1.2 5 (m) 

[0 0 5 2] mmm ^ 

2', 3* -o--f v:/Dfcrux>-6' -c-^5";p- 

6'-0- (^h + i/>C5^;W -^-^j^^^yji, 
yA<D-^fSi : 3-x71f7x-> 2 0 2rag (1. 5m 
mo 1) ^M*DMF 2m\^\zm?LrmWLrz. 'A 
ViTSSlCT5 0% NaH m^) 7 2.4mg (1. 
5mmo I) ^1I0A> Mir 1 5 - ^ ^'i7>- 5 150 

III {0.7 bmmol) ^m^Timfrnwhrc. c 
oKt^miz. mmmernfthyi^-h 3oomg 

(0. 7 5mmo 1) $:«I*DMF S.SmUC^Ait 

Tzm^^mx. 7;v=f>:^xT®^bfc^. sorter 

»Lfc, S^nfc«Slr»Kx5^;H OOml^SB 

x^;H$7-/ hT> I p sSjffilcT^Sm, MET 

A (Art. 9385- 4 0 g, CHC ! s : M e OH : fiNH^ 
OH=4 0:1:0.1) ICTMSL, 1 5 Omg0g 
eik^^^j^atUT^fc* «^5 5% 
MASS : FAB (Pos.) m/e ; 3 6 1 (MH*) 
[0 0 5 3] ^JS W 7 

6' - C - 3 -y'J'f^'fy y yy A(D^^ : 

6'-c-p^?;p-6*-o- (^h+vj?^^;w -3- 
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T71f^y^7v>A(^^S^ 15 0mg (0.4 2m 
mo 1) ^5M-HC 1 Sml ffJtCjD 

^rmb. . 1 mm». Kjt^m^mi&brz. »m 1 0 

3i5i«jETiftttum x^y-Mz 

a.'>U*y;l/*^A (Art. 9385- 1 0 g. CHCI3: 
Me OH : SNH4 0H=6 5 : 2 5 : 2{CTSffl) 



i|$M¥4-32 7 5 8 7 

[0 0 54] 

MASS : FAB (Pos.) m/e ; 2 7 7 (MH^) 
NMR; (CDsOD) (5;8.17 (s).7.65 

(d) ,7.09 (d) ,5.96 (s) .5.42 (m) . 
4.6 2 (d) , 4. 5 6 (q) , 4. 1 6 (t) . 1. 4 4 

(d) 

-b 



(sDint.ci.^ mm^ frmmnn fi 
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